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AB Quaternized alkaloid reaction products, such as I (Rl = OH, SH, alkyl, 

etc.), were prepared by reaction of an alkaloid with a quaternizing agent, 
such as thiotepa. These quaternized alkaloids were claimed for use in the 
treatment of immunol. or metabolic dysfunction, cancer, bacterial, fungal 
and viral infections, radiation damage, epilepsy, multiple sclerosis, skin 
diseases, postoperative wounds, pain, sleeping disease, herpes infections, 
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influenza virus infections, skin tumors, allergies, chronic fatigue 
syndrome, osteoporosis, rheumatic diseases, and scars. Chelidonine 
quaternary ammonium reaction product with thiotepa was subjected to a number 
of Pharmacol, tests including anticancer activity. 
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AB The invention relates to alkaloid reaction products obtainable by reaction 
with an alkylating agent, preferably thiotepa, whereafter unreacted 
alkylating agent and other water-soluble compds . are removed from the 
reaction mixture by washing with water or a suitable aqueous solvent, 

whereafter 

the reaction mixture is subjected to a treatment with strong acid, 
preferably HC1, to precipitate a water soluble salt of the reaction products 

The 

precipitated reaction products comprise at least one quaternary alkaloid 
derivative 

and are suitable as drugs for prophylactic or therapeutic application, 
particularly in the treatment of immunol. or metabolic dysfunctions, and 
cancer. Chelidonine was reacted with thiotepa to give a quaternary 
ammonium derivative which was subjected to a number of pharmacol. tests 

including 

anticancer activity. 
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13-ethyl-5b, 6, 7, 12b, 13, 14-hexahydro-6-hydroxy-13-methyl-, (5bR, 6S, 12bS) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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AB Correlation between the CD spectra and the stereochem. properties of 
( + ) -14-epicorynoline (I, R = Me, Rl = (3-H) , ( + ) -corynoline (I, R = 
Me, Rl = cc-H) , ( + ) -corynoloxine, ( + ) -chelidonine (I, R = H, Rl = 
a-H) and their derivs. and of ( + ) -homochelidonine was determined 
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AB N-Methylchelidonine Me sulfate (I) [74052-26-9] was prepared from 

chelidonine [476-32-4] and di-Me sulfate. I showed greater antitumor 
activity than chelidonine in vitro, but similar activity in vivo. In 
antimicrobial testing in vitro, I showed activity similar to that of its 
parent against bacteria, but greater antifungal activity. I was 10-fold 
more active than chelidonine against Penicillium notatum. 
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The anticancer activity of chelidonine Me iodide (I) [72551-84-9 

] was superior to that of chelidonine [476-32-4] in in vitro expts., but 

the 2 compds . showed similar activities in in vivo tests. The 

antimicrobial activity of I was slightly greater than that of chelidonine 

when tested against 20 strains of microorganisms (bacteria, yeast, fungi) . 

Physicochem. studies related to the structure of I are also reported. 
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DOCUMENT TYPE: Journal 
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GI For diagram ( s ) , see printed CA Issue. 

AB (+) -14-Epicorynoline, isolated from Corydalis incisa had structure I based 

on spectral and chemical properties. 
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RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
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Chelidonium alkaloids. Ill 

Gadamer, J.; Dieterle, H.; Stichel, Anna; Theyssen, 
M. ; Winterfeld, K. 
Arch. Pharm. (1924), 262, 249-77 
Journal 
Unavailable 

Since the same ring system must be involved in the 4 
.ne, homochelidonine, sanguinarine and chelerythrine, 
expts. were undertaken to determine the position of the 0 atoms functioning in 
the OH, OMe and 02CH2 groups. The most readily available of these 
alkaloids, chelidonine, was chosen as the subject for special study the 
following derivs. being prepared and characterized: N- 

acetylanhydrochelidonine, C22H1905N, from anhydrous chelidonine (c) , Ac20 and 
AcONa at the boiling temperature, crystals, m. 152°, yields 
\|/-anhydrochelidonine, C20H17O4N, m. 89-89.5° (HC1 salt needles, 
m. 204-5°). O-Acetylchelidonine, C22H2106N, from (c) and Ac20 in 
the cold, tablets, m. 165-6°, [<x]D 110° yields with 

Me2S04 followed by boiling with NaOH solution methylanhydrochelidonine, 
C21H1904N, needles, m. 152-3° (the latter forming with Mel 
methylanhydrochelidonine methiodide, C22H2204NI, needles, m. 
242-3°). From the methiodide were obtained 

methylanhydrochelidonine methonitrate, C22H2206N, needles, m. 
260-1°, and methylanhydrochelidonine methochloride, needles, m. 
215-7°. On exhaustive methylation with Mel, (c) yields at 
120° chelidonine methine, C21H2105N, rods, m. 145-6°, 
[a]D -271-3° (methiodide, C22H2405NI, needles, m. 

232-4° (decomposition) ) . Exhaustive methylation with Me2S04, however, 
converts (c) into a base identical with that resulting from the action of 
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Me2S04 on O-acetylchelidonine, together with some O-methylchelidonine . 
Reduction of methylanhydrochelidonine methochloride with NaHg leads to the 
formation of NMe3 and a N-free product, C19H1404, tablets, m. 
142-3°. Methylanhydrochelidonine methohydroxide, C22H2305N, (from 
the methiodide and Ag20) decomposes on heating at 140°. 
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AB Quaternized alkaloid reaction products, such as I (Rl = OH, SH, alkyl, 

etc.), were prepared by reaction of an alkaloid with a quaternizing agent, 
such as thiotepa. These quaternized alkaloids were claimed for use in the 
treatment of immunol. or metabolic dysfunction, cancer, bacterial, fungal 
and viral infections, radiation damage, epilepsy, multiple sclerosis, skin 
diseases, postoperative wounds, pain, sleeping disease, herpes infections, 
influenza virus infections, skin tumors, allergies, chronic fatigue 
syndrome, osteoporosis, rheumatic diseases, and scars. Chelidonine 
quaternary ammonium reaction product with thiotepa was subjected to a number 
of Pharmacol, tests including anticancer activity. 

IT 74052-25-8P 765900-94-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(claimed compound; preparation of quaternized reaction products of 
chelidonine 

and related alkaloids for therapeutic uses, such as treatment of 
cancer) 
RN 74052-25-8 CAPLUS 

CN Chelidoninium, 5-methyl- (9CI) (CA INDEX NAME) 
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CN 1, 3-Dioxolo [4, 5-i] [ 1 , 3 ] dioxolo [ 4 , 5] benzo [1, 2-c] phenanthridinium, 

13-ethyl-5b, 6, 7, 12b, 13, 14-hexahydro-6-hydroxy-13-methyl-, (5bR, 6S, 12bS) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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AB The invention relates to alkaloid reaction products obtainable by reaction 
with an alkylating agent, preferably thiotepa, whereafter unreacted 
alkylating agent and other water-soluble compds . are removed from the 
reaction mixture by washing with water or a suitable aqueous solvent, 

whereafter 

the reaction mixture is subjected to a treatment with strong acid, 
preferably HC1, to precipitate a water soluble salt of the reaction products. 

The 

precipitated reaction products comprise at least one quaternary alkaloid 
derivative 

and are suitable as drugs for prophylactic or therapeutic application, 
particularly in the treatment of immunol. or metabolic dysfunctions, and 
cancer. Chelidonine was reacted with thiotepa to give a quaternary 
ammonium derivative which was subjected to a number of pharmacol. tests 

including 

anticancer activity. 
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